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removed in vacuo and a yellow solid was obtained, which was quenched with 100 ml of freshly distilled MeOH at 0 °C. The excess solvent was then removed in vacuo.
The crude product was dissolved in 200 ml of a sat. aq. NaHCO 3 solution and extracted with 100 ml EtOAc to afford the title compound as a white powder (3.5 g, 
mmol, 28%

4-(2-((tert-butoxycarbonyl)amino)ethoxy)pyridine-2,6-dicarboxylate (4a). 3a
(1.5 g, 7.1 mmol), N-Boc-ethanolamine (1.7 g, 10.5 mmol) and triphenylphosphine (3.7 g, 14.1 mmol) were dissolved in 50 ml freshly distilled THF and cooled to 0 °C. DIAD (1.9 ml, 9.9 mmol) was added dropwise under argon. The mixture was allowed to warm to rt and stirred for 3 d. The solvent was removed in vacuo and the product purified by column chromatography (50% EtOAc, 50% petroleum ether) to obtain the dimethyl ester of the title compound as a white powder. This compound was dissolved in 50 ml MeOH and deprotected by slowly adding a solution of NaOH (0.4 g, 10.6 mmol) in 50 ml H 2 O. The solvent was evaporated in vacuo and the remaining solid dissolved in H 2 O. The solution was acidified with 5% HCOOH (aq.) and extracted with EtOAc. The organic layer was dried over MgSO 4 , filtered, and the solvent removed in vacuo to obtain the title compound as a white powder (1.5 g, 4.6 mmol, 64% 169.4, 167.0, 158.4, 150.3, 115.2, 80.5, 69.6, 40.7, 28.6; HRMS (ES) 
4-(2-(pyrrolidin-1-yl)ethoxy)pyridine-2,6-dicarboxylate (4b)
. 3a (1.0 g, 4.7 mmol), N-hydroxyethyl-pyrrolidine (0.8 ml, 9.4 mmol) and triphenylphosphine S7 (2.5 g, 9.4 mmol) were dissolved in 50 ml freshly distilled THF and cooled to 0 °C. DIAD (1.8 ml, 9.4 mmol) was added dropwise under argon. The mixture was allowed to warm to rt and stirred for 3 d. The solvent was removed in vacuo and the product purified by column chromatography (50% EtOAc, 49% petroleum ether, 1% TEA) to obtain the dimethyl ester of the title compound as a white powder. This compound was dissolved in 50 ml MeOH and deprotected by slowly adding a solution of NaOH 4-(prop-2-yn-1-yloxy)pyridine-2,6-dicarboxylate (4c). 3a (0.8 g, 3.5 mmol),
propargyl alcohol (0.3 ml, 4.6 mmol) and 1.6 g triphenylphosphine polymer bound (3.0 mmol loading/ g) were added to 50 ml freshly distilled THF and cooled to 0 °C. DIAD (0.9 ml, 4.9 mmol) was added dropwise under argon. The mixture was allowed to warm to rt and stirred for 3 d. The solution was filtered and the solvent was removed in vacuo and the product purified by column chromatography (50% EtOAc, 50% petroleum ether) to obtain the dimethyl ester of the title compound as a white powder. This compound was dissolved in 50 ml MeOH and deprotected by slowly adding a solution of NaOH (0.3 g, 7.7 mmol) in 50 ml H 2 O. 4-(4-fluorobenzyloxy)pyridine-2,6-dicarboxylate (4f). 3a (0.7 g, 3.5 mmol), (4-fluorophenyl)methanol (0.6 g, 4.6 mmol) and triphenylphosphine (1.8 g, 7.0 mmol)
S9
were dissolved in 50 ml freshly distilled THF and cooled to 0 °C. DIAD (1.0 ml, 5.0 mmol) was added dropwise under argon. The mixture was allowed to warm to rt and stirred for 3 d. The solvent was removed in vacuo and the product purified by column chromatography (50% EtOAc, 50% petroleum ether) to obtain the dimethyl ester of the title compound as a white powder. This compound was dissolved in 50 ml MeOH and deprotected by slowly adding a solution of NaOH (0.3 g, 7.7 mmol) in 50 ml 4-(2-tert-Butoxycarbonylamino-ethoxy)-quinolin-2-ylamine (6a). 2-aminoquinolinone (1.0 g, 6.2 mmol), N-Boc-ethanolamine (1.5 g, 9.3 mmol) and triphenylphosphine (3.3 g, 12.6 mmol) were dissolved in 10 ml freshly distilled THF and cooled to 0 °C. DIAD (1.8 ml, 9.4 mmol) was added dropwise under argon. The mixture was allowed to warm to rt and stirred for 3 d. The solvent was removed in vacuo and the product purified by column chromatography (90% EtOAc, 10%
MeOH) to obtain the title compound as a white powder (1.2 g, 4.0 mmol, 65% 162.3, 158.0, 155.9, 148.5, 130.3, 125.7, S10 122.0, 121.6, 117.5, 90.1, 79.8, 67.5, 39.8, 28.4 4-(2-Pyrrolidinyl-ethoxy)-quinolin-2-ylamine (6c). 2-Amino-quinolinone (1.5 g, 9.4 mmol), N-(2-hydroxyethyl)-pyrrolidine (1.7 g, 14.5 mmol) and triphenylphosphine (4.9 g, 18.6 mmol) were dissolved in 100 ml of freshly distilled THF and cooled to 0 °C. DIAD (3.8 g, 18.6 mmol) was added dropwise under argon.
The mixture was allowed to warm to rt and stirred for 3 d. The solvent was removed in vacuo and the product purified by column chromatography (87% EtOAc, 10%
MeOH, 3% TEA) to obtain the title compound as a pale yellow powder (1.3 g, 5.0 mmol, 53% 
4-(2-(dimethylamino)ethoxy)quinolin-2-ylamine (6d).
2-Amino-quinolinone (1.0 g, 6.3 mmol), 3-dimethylaminoethanol (0.7 g, 7.8 mmol) and triphenylphosphine (3.3 g, 12.6 mmol) were dissolved in 100 ml of freshly distilled THF and cooled to 0 °C. DIAD (1.2 g, 5.9 mmol) was added dropwise under argon. The mixture was allowed to warm to rt and stirred for 3 d. The solvent was removed in vacuo and the product purified by column chromatography (87% EtOAc, 10% MeOH, 3% TEA) to obtain the title compound as a pale yellow powder (1.0 g, 4.3 mmol, 68% 
4-(3-(dimethylamino)propoxy)quinolin-2-ylamine (6e). 2-Amino-quinolinone
(1.0 g, 6.3 mmol), 3-dimethylamino-1-propanol (0.8 g, 7.8 mmol) and triphenylphosphine (3.3 g, 12.6 mmol) were dissolved in 100 ml of freshly distilled THF and cooled to 0 °C. DIAD (1.2 g, 5.9 mmol) was added dropwise under argon.
MeOH, 3% TEA) to obtain the title compound as a pale yellow powder (1.0 g, 4.1 mmol, 65% 162.9, 160.0, 147.9, 130.2, 123.9, 121.7, 121.6, 117.6, 90.4, 66.7, 56.3, 44.5, 26. 
4-methoxyquinolin-2-ylamine (6f)
. 2-Amino-quinolinone hydrate (0.3 g, 2.0 mmol) was dissolved in a 50 ml solution of toluene and methanol (3:2).
(Trimethylsilyl)diazomethane 2 M (2.0 ml, 4.0 mmol) was added dropwise and the reaction left to stir for 30 min at rt. The solvent was removed in vacuo and the crude product dissolved in aq. 0.1M NaOH solution. The aqueous layer was extracted with
EtOAc and the organic layer dried over MgSO 4 , filtered, and the solvent removed in vacuo to obtain the product as a white powder (0.2 g, 1.1 mmol, 55% 167.2, 163.7, 151.0, 149.7 139.5, 134.4, 127.6, 123.5, 121.3, 118.8, 113.9, 94.7, 66.4, 65.7, 55.2, 53.6, 39.1, 23 7, 167.2, 163.9, 151.3, 149.5, 139.1, 134.1, 127.5, 123.6, 121.4, 118.8, 114.2, 94.6, 78.6, 76.4, 67.4, 56.8, 38.6 167.0, 163.3, 151.4, 149.9, 140.9, 133.5, 127.3, 123.2, 122.5, 119.1, 113.7, 94.3, 78.2, 76.6, 67.8, 57.0, 37.2, 27. 8, 162.1, 152.6, 151.0, 147.4, 146.8, 131.2, 127.3, 126.4, 125.2, 122.6, 119.5, 95.4, 54.3, 53 162.8, 150.9, 149.3, 140.2, 133.9, 127.6, 127.2, 123.1, 121.9, 118.9, 115.4, 94.5, 67.7, 55.2, 42.6, 24.5 151.5, 147.9, 142.1, 141.0, 133.5, 127.4, 126.9, 123.2, 119.1, 118.1, 94.6, 64.7, 56 5, 163.7, 151.2, 147.7, 141.0, 140.0, 133.8, 127.6, 127.2, 123.3, 121.7, 119.0, 94.3, 67.7, 55.1, 42.6, 24.5; HRMS (ES) 166.6, 163.6, 151.4, 149.8, 141.2, 133.9, 133.3, 127.1, 123.5, 122.6, 119.0, 113.8, 94.2, 66.9, 62.6, 60.5, 38.8; HRMS (ES) 6, 166.8, 163.5, 151.5, 149.8, 141.2, 133.5, 133.1, 127.5, 123.6, 122.6, 119.2, 113.7, 94.1, 67.5, 62.4, 56.2, 36.9, 27. 4, 166.5, 164.2, 152.5, 151.2, 144.0, 143.5, 134.0, 127.5, 126.3, 124.8, 124.1, 120.2, 114.3, 95.3, 67.5, 63.5, 54.8, 39.8, 38.1, 29 168.4, 168.0, 166.0, 163.2, 151.3, 149.9, 143.9, 143.3, 142.6, 142.2, 140.8, 133.2, 130.3, 128.0, 126.3, 125.4, 123.2, 119.2, 113.7, 94.2, 66.8, 62.6, 53.4, 38.8 151.3, 145.0, 142.2, 133.6, 127.2, 125.5, 125.4, 123.9, 120.3, 114.3, 95.4, 89.7, 81.2, 78.5, 74.1, 70.9, 67.2, 63.4, 62.4, 54.8, 39.8 9, 166.5, 162.8, 150.6, 149.2, 141.7, 140.2, 133.0, 126.5, 124.1, 122.4, 121.7, 118.5, 113.3, 93.6, 88.1, 79.8, 77.0, 72.6, 69.3, 67.2, 62.0, 60.8, 36.6, 26.5 9, 166.5, 162.8, 150.6, 149.2, 141.8, 140.2, 133.0, 126.4, 124.1, 122.4, 121.9, 118.5, 113.3, 93.6, 88.2, 79.8, 76.9, 72.7, 69.5, 67.3, 61.9, 60.8, 36.7, 26.5 
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